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AB The invention relates to novel azaindole compds. I. which are kinase 

inhibitors, specifically of Janus kinase 3, also known as JAK3 kinase. 
The invention also relates to methods and intermediates for preparation of I, 
and pharmaceutical compns . comprising I. In compds. I, Ar is Ph which can 
be optionally substituted by one or more groups selected from halo, OH, 
cyano, C1-C8 alkyl (itself optionally substituted by one or more OH or 
cyano groups or F atoms), CH2R2, CH20 (CH2 ) nO (Cl-6-alkyl) , or 

(C1-C8 -alkyl ) NR3R4 ; R2 is a 5- to 7-membered saturated ring containing 1 or 2 
N/O/S heteroatoms, an aryl or a 5- to 7-membered heteroaryl containing 1-3 
N/O/S heteroatoms, all of these being optionally substituted by one or 
more OH or CH20H groups; R3 is H or Cl-6 alkyl; and R4 is Cl-6 alkyl 
optionally substituted by one or more groups OH or Ph; n is 1-4; Rl is H 
or Ph optionally substituted by halo, C1-C8 alkoxy, C1-C8 thioalkyl, or 
C1-C8 alkyl; and pharmaceutical ly acceptable salts thereof. Nineteen 
compds. I were prepared, some as trif luoroacetate salts, and these same 
compds. are all claimed individually as the free bases. For instance, 
6-amino-4-methoxynicotinic acid Me ester was subjected to a sequence of: 
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(1) electrophilic iodination in the 5-position, (2) alkyne coupling of the 
iodide with HC . tplbond. CC6H4F-4 , (3) base-catalyzed cyclization of the 
alkyne adduct to give a pyrrolopyridine ring, (4) acidic saponification of the 
ester and demethylation of the methoxy group with HBr, (5) chlorination of 
the resultant hydroxy group and acid using POC13, with ammonolysis of the 
acid chloride, and (6) amination of the ring chloride with 2 -ethylaniline, 
to give invention compound II. In a JAK3 HTRF assay, the example compds . 
had IC50 values less than 25 uM. 

REFERENCE COUNT: 5 THERE ARE 5 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

IT 796032-56-9P, 4- [ [2-Ethyl-3- (hydroxymethyl) phenyl] amino] -2- (4- 
f luorophenyl) -lH-pyrrolo [2 , 3 -b] pyridine-5 -carboxylic acid amide 
trif luoroacetate 

RL: PAC (Pharmacological activity) ; RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(drug candidate; preparation of azaindole derivs. as JAK3 kinase inhibitors) 
IT 796032-54-7P, 4- [ (2-Ethylphenyl) amino] -2- (4 -f luorophenyl ) -1H- 
pyrrolo [2, 3 -b] pyridine-5 -carboxylic acid amide 796032-55-8P, 
4- [ [2-Ethyl-3- (hydroxymethyl) phenyl] amino] -2- (4 -f luorophenyl) -1H- 
pyrrolo[2,3-b]pyridine-5-carboxylic acid amide 796032 -57 -OP, 
4- [ [2-Ethyl-3- [ [ (2 -hydroxye thy 1 ) amino] methyl] phenyl] amino] -2- (4- 
f luorophenyl) -lH-pyrrolo [2, 3 -b] pyridine-5-carboxylic acid amide 
796032-58-1P, 4- [ [2-Ethyl-3- [ [ (2 -hydroxy ethyl ) amino] methyl] phenyl] 
amino] -2- (4 - f luorophenyl) -lH-pyrrolo [2 , 3 -b] pyridine- 5 -carboxy lie acid 
amide trif luoroacetate 796032-60-5P, 4 - [ [2-Ethyl-3- [ [ (2- 
hydroxyethyl) (methyl) amino] methyl] phenyl] amino] -2- (4 -f luorophenyl) -1H- 
pyrrolo[2,3-b]pyridine-5-carboxylic acid amide trif luoroacetate 
796032-61-6P, 4- [ [2-Ethyl-3- [ [ ( 2 -hydroxy- 1- 

methy le thy 1) amino] methyl] phenyl] amino] -2- (4 -f luorophenyl) -IH-pyrrolo [2 , 3- 
, b] pyridine- 5- carboxylic acid amide 796032 -62 -7P, 
4- [ [2-Ethyl-3- [ [ ( 2 -hydroxy- 1-methylethyl) amino] methyl] phenyl] amino] -2- (4- 
f luorophenyl) -lH-pyrrolo [2 , 3-b] pyridine- 5 -carboxylic acid amide 
trif luoroacetate 796032-63-8P, 4- [ [2-Ethyl-3- [ [ ( (S) -2 -hydroxy- 1- 
phenylethyl) amino] methyl] phenyl] amino] -2- (4 -f luorophenyl ) -lH-pyrrolo [2,3- 
b] pyridine-5-carboxylic acid amide 796032 -64 -9P, 

4- [ [2-Ethyl-3- [ [ ( (S) -2 -hydroxy- 1-phenyle thy 1) amino] methyl] phenyl] amino] -2- 
(4-f luorophenyl) -lH-pyrrolo [2, 3-b] pyridine- 5 -carboxylic acid amide 
trif luoroacetate 796032-65-0P, 4 - [ [2-Ethyl-3 - [ [ (2-hydroxy-2 - 
phenylethyl) amino] methyl] phenyl] amino] -2- (4 -f luorophenyl) -lH-pyrrolo [2 , 3- 
b] pyridine-5-carboxylic acid amide 796032-66-1P, 

4- [ [2-Ethyl-3- [ [ (2 -hydroxy- 2 -phenylethyl) amino] methyl] phenyl] amino] -2- (4- 

f luorophenyl) -lH-pyrrolo [2 , 3 -b] pyridine-5 -carboxylic acid amide 

trifluoroacetate 796032-67-2P, 4 - [ [2-Ethyl-3 - (morpholin-4 - 

ylmethyl ) phenyl ] amino] - 2 - ( 4 - f luorophenyl ) - 1H -pyrrolo [ 2 , 3 -b] pyridine - 5 - 

carboxylic acid amide 796032-68-3P, 4- [ [2-Ethyl-3- (morpholin-4 - 

ylmethyl) phenyl] amino] -2 - (4 -f luorophenyl) -lH-pyrrolo [2 , 3 -b] pyridine-5- 

carboxylic acid amide trifluoroacetate 796032 -69-4P, 

4- [ [2-Ethyl-3- [ (3 -hydroxypyrrolidin-l-yl) methyl] phenyl] amino] -2- (4- 

f luorophenyl) -lH-pyrrolo [2 , 3-b] pyridine- 5 -carboxylic acid amide 

796032 -70 -7P, 4- [ [2-Ethyl-3- [ ( 3 -hydroxypyrrolidin-1- 

yl) methyl] phenyl] amino] -2- (4 -f luorophenyl) -lH-pyrrolo [2, 3-b] pyridine-5 - 
carboxylic acid amide trifluoroacetate 796032 -71-8P, 

4- [ [2-Ethyl-3- [ [ (R) -2- (hydroxymethyl) pyrrol idin-l-yl ] methyl] phenyl] amino] - 

2- (4 -f luorophenyl) -lH-pyrrolo [2 , 3 -b] pyridine-5 -carboxylic acid amide 

7 96 032-72- 9P, 4-[ [2-Ethyl-3- [ [ (R) -2- (hydroxymethyl ) pyrrol idin- 1- 

yl] methyl] phenyl] amino] -2- (4 -f luorophenyl) -lH-pyrrolo [2, 3-b] pyridine- 5- 

carboxylic acid amide trifluoroacetate 796032-73 -OP, 

4- [ [3- [ [ (2 , 3-Dihydroxypropyl) amino] methyl] -2 -ethylphenyl] amino] -2- (4- 
f luorophenyl) -lH-pyrrolo [2, 3 -b] pyridine-5 -carboxylic acid amide 
796032-74-1P, 4- [ [3- [ [ ( 2 , 3 -Dihydroxypropyl ) amino] methyl] -2- 
ethylphenyl] amino] -2- (4 -f luorophenyl ) -lH-pyrrolo [2 , 3-b] pyridine- 5- 
. carboxylic acid amide trifluoroacetate 796032-75-2P, 
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4- [ [2-Ethyl-3- ( imidazol-l-ylmethyl) phenyl] amino] -2- (4-f luorophenyl) -1H- 
pyrrolo [2, 3-b] pyridine-5-carboxylic acid amide 796032-76-3P, 
4- [ [2-Ethyl-3- ( imidazol- 1-ylmethyl) phenyl] amino] -2- (4 -f luorophenyl) -1H- 
pyrrolo [2 , 3-b] pyridine- 5 -carboxylic acid amide trif luoroacetate 
796032-77-4P, 4- [ [3- [ (2 -Ethoxyethoxy) methyl] -2 -ethylphenyl] amino] - 
2- (4-f luorophenyl) -lH-pyrrolo [2 , 3 -b] pyridine- 5 -carboxylic acid amide 
796032-78-5P, 2 - (4 -Bromophenyl) -4- [ (2 -ethylphenyl) amino] -IH- 
pyrrolo^ , 3-b] pyridine- 5 -carboxylic acid amide 796032-79-6P, 
4- [ (2 -Ethylphenyl) amino] -2-phenyl-lH-pyrrolo [2 , 3-b] pyridine- 5 -carboxylic 
acid amide 796032-80-9P, 4- [ [2-Ethyl-3- 

( hydroxyme thy 1 ) phenyl ] amino] - 2 -phenyl - 1H -py rrolo [ 2 , 3 -b] pyridine - 5 - 
carboxylic acid amide 796032-81-0P, 4- [ [2-Ethyl-3- 
(hydroxymethyl) phenyl] amino] -2 -phenyl- lH-pyrrolo [2, 3-b] pyridine- 5- 
carboxylic acid amide trif luoroacetate 796032-82 -IP, 
2- (4-Chlorophenyl) -4- [ [2-ethyl-3- ( hydroxyme thyl) phenyl] amino] -IH- 
pyrrolo [2 , 3 -b] pyridine- 5 -carboxylic acid amide 796032-83-2P, 
2- (4-Chlorophenyl) -4- [ [2-ethyl-3- (hydroxyme thyl) phenyl] amino] -1H- 
pyrrolo [2 , 3-b] pyridine-5 -carboxylic acid amide trif luoroacetate 
796032-84-3P, 2- (4 -Chlorophenyl) -4- [ [2-ethyl-3- [ (imidazol-1- 
yl) methyl] phenyl] amino] -lH-pyrrolo [2 , 3 -b] pyridine- 5 -carboxylic acid amide 
796032-85-4P, 2- (4 -Chlorophenyl) -4- [ [2-ethyl-3- [ ( imidazol-1- 
yl) methyl] phenyl] amino] -lH-pyrrolo [2 , 3 -b] pyridine- 5 -carboxylic acid amide 
trif luoroacetate 796032-86-5P, 4- [ (2 -Ethylphenyl) amino] -1H- 
pyrrolo [2, 3-b] pyridine- 5 -carboxylic acid amide 796032-87-6P, 
4- [ [2 -Ethyl -3- [ [ ( 2 -hydroxye thyl) me thy lamino] methyl] phenyl] amino] -2- (4- 
f luorophenyl) -IH-pyrrolo [2 , 3-b] pyridine- 5 -carboxylic acid amide 
796032-93 -4P, 4- [ ( 2 -Ethylphenyl ) amino] -2- (4-f luorophenyl) -1H- 
pyrrolo [2 , 3-b] pyridine- 5 -carboxylic acid amide trif luoroacetate 
7 96032 -94 -5P, 4- [ [3- [ ( 2 -Ethoxyethoxy) methyl] -2 -ethylphenyl] amino] - 
2- (4-f luorophenyl) -IH-pyrrolo [2 , 3 -b] pyridine- 5 -carboxylic acid amide 
trif luoroacetate 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of azaindole derivs. as JAK3 kinase inhibitors) 
IT . 796032-88-7P, 6-Amino-5-iodo-4 -methoxynicotinic acid methyl ester 

796032-89-8P, 6-Amino-5- [ (4 - f luorophenyl ) ethynyl] -4 -methoxynicotinic acid 
methyl ester 7 96032 -90 -IP, 2- (4-Fluorophenyl) -4 -methoxy-lH-pyrrolo [2 , 3 - 
b] pyridine- 5 -carboxylic acid methyl ester 796032-91-2P, 
2- (4-Fluorophenyl) -4 -hydroxy- 1H -pyrrol o [2 , 3-b] pyridine- 5 -carboxylic acid 
7 96032- 92 -3P, 4-Chloro-2- (4 -f luorophenyl) -lH-pyrrolo [2 , 3-b] pyridine- 5- 
carboxylic acid amide 796032 - 95-6P, l-Benzyl-5-nitro-lH-pyrrole-2 - 
carboxylic acid benzyl ester 796032-96-7P, 2- [ [ [l-Benzyl-5- 
[ (benzyloxy) carbonyl] -lH-pyrrol-2-yl] amino] methylene] malonic acid diethyl 
ester 796032-97-8P, 2- [ [ ( l-Benzyl-5 -carboxy-lH -pyrrol -2 - 
yl) amino] methylene] malonic acid diethyl ester 796032-98-9P, 
l-Benzyl-4-hydroxy-lH-pyrrolo[2,3-b]pyridine-5-carboxylic acid ethyl ester 
796032 -99 -OP, 1 -Benzyl -4 -chloro-lH-pyrrolo [2 , 3 -b] pyridine- 5 -carboxylic 
acid amide 7 9603 3 -00- 6P, l-Benzyl-4 -chloro-lH-pyrrolo [2, 3-b] pyridine-5- 
carboxylic acid 796033-01-7P, l-Benzyl-4- [ (2 -ethylphenyl) amino] - 
lH-pyrrolo [2 , 3 -b] pyridine- 5 -carboxylic acid amide 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(intermediate; preparation of azaindole derivs. as JAK3 kinase inhibitors) 



= > 



